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S"3 



*3 




COQH 



(VI) R 



(V) 



<T COOH 



(VII) 



[0 0 5 0] S*, 

kt$>)Z°&Z>o 30 
[0 0 5 1] ±133 (V 1) KfcVTLfCfcoTSSft 
5 rjJJgSSj fcLTli, 7>*KS:^ * 

^ 77i?©Any^If ; 7-feh+S', 7u\L*=- 

^ox;l/*-;b*^->S ; * F**>, ih^>foii 
7;l/3*^a : ^l'?"^ x?-;I/?-*t|©ffi«7;l/* 

[0 0 5 2] 3 (V) Z<ml£tlZ> (1 R, 5S. 6 S) 
-2- [ (7-tff-^>-3— T;W ] ^*-6- 40 

[ (R) - 1 -H Fa+^x^W - 1 -*?7l/-*;l/ 
;wy-2-iA-3-AW>if:a (V I) T-^$ 
ns{fc£*i:©KJ£«, 0>J*«£. 3 (V) (DitSMZp 

3 (VI) *ta*T»#f acfcfc*9fT5Ci:*<Tt 

So 3 (v i ) oft^*©ffiffl««»cH*«nav^ 

tf, -HfttttS (V) Ofk^ftiiMWPteWLWlHB 



1 OSftffi, »£L<ttm~tt5SMS©«3Hrti:-r 

7;l/3— ;l/*JSj(l : S>xf-;l/x*/-,;k rF5fc Fa 

;l/*;l/A75 F, S^^;l/7-trF7S FfWW 
So SJS«> 3 (V I) 0{b^»oaiifcJ:oTtJl* 
fi-7 8tHQ5 0°C, »SL,<tttt-2 

o °c~^ o x: ft 5 #w~tt 5 ttmasffiar 

[0053] Lxum^rcmm^mcis^riii^mnt 
LTmznzmtt (v) ofl:«tt»«ni(M»no 

&©T*i&0, 8»J^.ti«fH!BB6 3-2 5 5 2 8 0^&$gte 
I31c©#?£fc «k o TSjgf 5 C t £ « o 
[0 0 5 4] Sfc, 3 (I) ©flA*MC*^T» TYJ 
*«*/V3R*S/SSfe«-C0 0- T'ibZitSmis Tie 

ejsss b t^-r^r sthb-t * c t -ee s 0 

[00 5 5] 

Cfki 6] 
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[00 5 6]^, R a tt7S//VS**U R* fiTJ/l/ 

[0 0 5 7] ±IBR a (CJ:-3TfNSn5 TT^SJ 

Rl^fc85ti©iI?a©&&P>1\ *r«x;P*y 

;LH;7-tef-;k 7atf*x;k 7>'J;l^i©{gii87/k* 
/^;l/S ; y. £ i/X;l/*x/k MJy^a/.^X;!/ 
^-;l/SHco (/\a) {gS67;l/+;l/X;b*r:;l/S ; 

yn^VHfyX/l/^x/k Wl/x^X/l/jfrx/k 2, 
4 , 6 - F U -f V^a \L)^y^i vx/l/*x/i/^i©figj 
& L < &*S$!©7 'J -;PX;l/*x;Vg ; v?7i x;b* 

[0 0 5 8] fife, R' tCkoT^^nf. rA;l/#*i/ 

c frfr^xxfil'SIi: LT&y'fyk xf- 

;k n-ynfcT/k -YVynkf/k n-, i so-, t 
e r t-7>;k n-^+^;l/XXT-;l/^(D{g^7;l/* 
;i/xxx;V5iS : 7 'J ;Hxf;i/Sl ; ^y^;k p - 
-hn^yi/;k o-xhn^v^k m-^ho^> 
S/;k 2, hn^yi/;k p-^PD^Vi/ 

;k p-yn^yj/";k p-^ h+^y->*;H|c07 
^/V+^xx-r/ugeS ; 7-fe h+~>y ?-;k 7-tr 
x^;k 7v\Z*-)l**i'*1-)\>^ n-, iso-7 
?-U;l/**v'^^;k tf7Sa^;i/**>/;<?-;i/3|©{g$K 

[0 0 5 9] £ (VI I I) <D{t&fo£3. (IX) -e^ 

sti£ [l- (i, 3-fryjy-2-' f;k 
s?y-3— OW i:©KJfctt> S (V 

III) ©{t&tlfc, f h7tKn75k 5>2n/l/>< 

K, 7-thxMJ/k ^1)-^fMX*75 
F«¥OiiS4»»*T, JftO. 5~&5fg*;l/ffi, »$ 
L<«^I0. 8-^3^1/110^ (IX) ©f-:*-/l/ 



H©&g©#£T£, ft- 4 0*CH&2 5"C©g5Bl*J© 
ffltt T*3$ 3 0 2 4 Bf B5fS£-£ « C t fc <£ 0 f? 5 

rcl&Tfr^siJX^MtpVfto c LV\, COS 

20 fcfciOS (X) «Dfc^*iW»6ti, EfciStt*©** 

j£^*ffl#o»«#gW>frci:{c t fcf)S (X) <Dit& 

[0 0 6 0] *KJStfcV>Tti, S (I X) Oft 

(IX' ) £E2ftfcLTffl^£Ci:&T*£5. 

tea, SKssfb^* dx') (Dtiixfhummz 
mm-era, (ix) ©ft^i: bfc©-^ c<d$><d* 
%Mt%c t%<*<DKitmcg. (X) ©{fc^tofcin*. 

tt±Ei:W*l?fe«. &fc, ftSS©KJt£&(i. 75 

[00 6 1] %^T\ ±E©S*Sfc*»)»6ftSS 
(X) OlbMK^'/AfinR' ©BHIEJSfc: 
ttU a (V I I) ©fl:£«l*£jS-a:LfcS. 
->;KS1IR' ©ffiMtt, y;l/*U^X*fctt*JBWP 
^«©cfc 9 fc*ftgf*ii^©Bt#asE£te * of? 3 c 
btfivtstfi* Aftfcfctt, a (X) ©ffc^**» 08*. 
40 , p H 5 . 5 ©»&885?& p H 5 . 5 ©*;!/* U 7 
^D^yx^VH-^Rfb^-b'JfAllfr*, pH 
5. 5<0>J>lftttUBm. 'JVg?r#'J>7A, IKKt- 
h'J-7A^*-&€yrh7t KD77V-*, rhvtF 
D77y-x^/-;l/-7K i^t+^y-Tk, v***? 
>-x*y-;l/-7K n-72/-;l/-7j<^©ig^g!& 
*T\ ttl~tt4«E©7k**fflv\ IWk&*, t*99 

8S©#ftTfc, ^Ot~^5 0t©®5Hl^©jgaT'^ 

o. 2 5~^5^rajaa-r«cfctj:t)ff7Ci:^Tf 

50 £ B 
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4t 



(13) 



fffF 2 6 6 6 1 1 8 *t 
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[0062] $fc, ismmr oimimffimwc-zm. 

If, S (X) (0fk*«*pH5-7O«if«, mtfu 
yn;OXM N - * ^;l^;l<* 'J VBff 

^ -tttcaa (x) 0{fc£ttiM»»fc*fLtti~ 

ft 1 0 M& »* L < Bid 1 ~ft 5 MttOlGBrt fc 
tSCtffT* So Sfc, *B»RiSfc*^Ttt, ftB 

LTtt, x*/-;k 7n7V-;k n-7*/-/l/& 
if07;l/3-;l/^j§«i ; i/x?vVx*/-;k rh7k 
Fn75V42©x-f7l/JR»»: 7-fehxHJ;k V 
* 7 5 K, i? * =f-)\> 7 -b h 7 5 K*6 W 6 

tlSo SlStt, ft- 2 0t~ft5 0t, Sftb< 

«aa~ft3oic©iaifT*, ns^Hnsmraott 
[0063] w±tejS^fe«a»ffite*v^TW««fii: 

LT&fflSttSfljfBit (VIII) ©ffc^Wtttftifc 
BEftJOfcOTfct), W*aWHB5 6- 1 2 3 98 5^ 

teffjgKte, ttMBB6 3 - 2 8 4 1 7 6*&«fclE«0 

^ti^sa^stRWtcsaji-rsct^T'f So $ 

7i> ±ES ( I X) CO [ 1 - ( 1 . 3 -f-7 v*u y- 2 

S IE SC C 



2d 



CfctfT'tSo 

[0 0 6 4] fr< LT, *«W©iW{fc^*T»fta 
(I) S TYJ ^*;l/^*i/»TSS (1 R, 5 
S, 6S) - 2- [1- (1. 3-f-7VUy-2— < 
;W 7-tf^^y-3— <;W f-*-6- [ (R) - 1 - 
k FD*->if ;W - 1 -*3-)l-J)>l/^y- 2 -x 

Sct^TtSo 

[0 0 6 5] *lQS#RJt64#;W^* 

A{t^£a«-rs *>©•?&•), mmatt (i) + 

(1R. 5S. 6 S) -2- [1- (1, 3-f-7V"U 

[ (R) - 1 -fc Fn*i/x?-;l/] - l 
20 /^V- 2 -xA- 3 h^a^fS, 
CO*/W^*Afk^*tt, MEfiJfcaCAS fctt BIB® 

o^feicj:t)SHJfl«nfcS (vii) o^***maft 

T-tSo 
[0 0 6 6] 
* [ft 17] 



0 C00H 
(VII) 



"2 H hS"3 




+ X— CHOC— (0) — R 6 
1=11 n 
R 5 0 

(XI) 

S — i 

R 



(XII) 



C00CH0C-(0).-R S 



[0 0 6 7] S*, Xtt^oyyg^gt, R, R 40 
s , R6 fc<fctfn«MfB«ft©i:*5DT ! feSo 
[0 0 6 8] ±ESfSSCfc43V>TXtC«J:oTa*nS 
rnnyylfj fcUTtt, 0J*W!iBR. 3-7*, * 

T, £ (V I I) T^SnS (1R, 5 S, 6 S) -2 
- [ (1- (1. 3-f-7VUV-2-' OW 7-tf^v? 
y-3-4M f-^-6- [ (R) -l-fcFn*->x 
- 1 -p<f-;l/*;W^*A-3-A;I/#yKi:ie 
(X I ) T**n*^»i:ORJ6tt, 7K*TS 
(vii) o{t£**7/i/* 'J fct*tf7j< 50 



Kffc-J- h 'J 7 A, 7j<${b!j 'J 7 AH ; 7;i>* u&JKKtt 
7ci:;UfKltf-hl>7A, $g?#U7AH ; 7;U* 

u & Ai»tt7ic)K« ; fc i: h 'J 7 a, mm 

i:(CJ;oT^ (VII) <Dit^07)liJ , J^mmtL 

(fi7xf-;l/x— r;I/, fh7tFn77X 
^©x— r;l/JS ; ^>-lfx b/l/xy, 
n^-9-VHO^fkzkigS : i??n;WJix i7Dn^ 
;l/AH©7Nayy{ki^ik7K^3i : N, N-^f-/l/*;I/ 
A75F, 7-bhxhU;l/ % ^f-;I/Xyl/**5/F», 
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ff*L<tt3>*f-;l/*;I/A73 K4>T-±IBS (X I) <0 

<k^» t t t immz cttao r^ss-r s c t 

[0 0 6 9] S (V I I) <D{C&fa<D7)W)&mWZ 

SBtf srasicfc^T, s (v i i ) ©{t^wc**? s 
*asoffiffi«tt«ffci»6«n*v^» (v i 

I ) ©ftS* 1 tMZ.ttL.xm 1 1 0 *;k JfS L 

fc, s^siaa«iHBtsjifisnafco-P4<, -fit, 

SlS«»»IH~fi 1 BtlHT»7 C k So S 
fc, *©, S (V I I) Oft^*OT;l/*U^HttfcS 
(xi) ©{fc^ateosfcfcfcttss (x i) ©ft&ft 
©ffiffl«ttWc«B&£tt*t.©w**<, a*, a (v 

1 I ) ©fb"&ft©7/l/# 'J 1 LTtt 1 ~ 
Kl 3 */k iff £ t < tt£ 1 H$ 1 . 5 */l/©»J£-ettfl! 

-USt, &-2 or~^5 or, $r$L<tt&o 

ffTT, SJStt^ 1 0#HH&B*IH-e»7S-£S C fctf 

[0 0 7 0] ±E©RJEKJ:»)*«W©S ( I ) f , * 

tyj *«fiai«nft*>i/**3/*T** or, 5 s, 

6S) -2- [1- (1, 3-^7"/V>-2--fM 
7-S^3?V-3— OM =f-t-6- [(R)-l-tF 
n+->if;W -l-^f^-A/WKy-z-xA- 
3-*/U**S/b-h K (X I I) -?5*£ft3{t£ 

am, ms, *7AXf«M*nvn^7 

SftSS (VII) ©{t&ftfi, AfmicttfftefeMH 

(xi) oft^jfcLTttf-niiWBBnofkdWifettffl 

Jc*pCT, ^©fb^a^SSKfiifi-rscfctfT* 

So 

[0 0 7 1 ] #»liH©Bto{fc£«J"efc55£ ( I ) © (1 
R. 5S, 6 S) —2— [1 — Cl . 3-*7W>- 
2-4)1) 7&f-Vy-3-s(M [ (R) 

-l-th*n^if-;l/] - l -*<f-A/-H)W<>- 

2 -xA- 3 -*As#ymXWttit* &bkj&i:t*« 

RtfettiRWrffla-rsc^jcio, a (i) ©<t^ 




fSffF 2 6 6 6 1 1 8 # 
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MttK:«Aft* p--baSlLSIWf©ll»Sfett 
*Bg&©£Ji#K ; h- U 7Mo^ 

*yx;l/*y&t£© (ad) ffi»7;b^;l/X;l/*yK; 

p-T'n^y-eyx/I/*^, F;l/xyx;V*>8, 
2, 4. 6-h>Ji'yyntr;l/^y-lfVX;l/*yK^© 
H&3:;fett*fi&©7y-;l/X;l'*yK : >?7xx;l/U 

>wso*«y >m*mif% ctttxi*, «i lt 

»Wt±oT««Sn*5S (I) ©*>WV**A<fc£«J 

«, MK©t*5<3, f^©£iRfcj|{*WfcttW*;*nT 
5ft Kn^T^*"— If (DHP) fcJWSW^fifitt 

#aWK:J:-3TSI««n*«PS4Rni6ftS (I) ©* 
3-A;l'3K>i?xX7-;l/S|^flctt, #Ht§ 

20 nfeS (I) ©fc**tt, ttrtfcfc^TilSfcigttft^ 
T, *%W<D£ (I) «f, S ryj sWSW*tift*;I/# 

[0 0 7 2] *ftW<Dl£. ( I ) ©ffc*«J©±iabfc«HS 

[0 0 7 3] I 

1. &Ujtffl£ 

JO H*fl3**B#£WPffi [Chemothrapy, vol 2 9, 7 6 
-7 9 (1 9 8 1 )] lc*Ufc^¥fi*fHRffifcJ:*. 
-f4fc>%, S$S©Mueller-Hinton (MH) S^f&ftig 
itiLk1?©3 7t, -&igmm*$}l 0 6 cells/ml fc&S 
«k9fcBufferedsaline gelatin (B S G) rSffit^ 

mem 5 fi 1 $H U 3 7 tT 1 8^KJ§*t, S«IB 
©f£Wtf^fcC>ft&^«/hSfi£&oTMinimuiii inhibi 
tory concentration (MIC) tLtc CCT\ iSfflB 

40 ZX&t>ihtcit$y> (2 8) QteMfM6?1l&«l^l:{r 
ft (3 3) ©gttffc^totefflST*] , *5<J:0 : *«i(ylj4 
■P»6ftfcft*tt (3 1) ^rffl^/io 

2. fgg 

. *ss?rTfe* 7 est. 

[0 0 7 4] 
[g7] 
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29 



(15) 

ft? :MIC 



Writ 2 6 6 6 1 1 8f 



30 





B ft it ft fa 


ft & w 


(28) 


(3D 


5. aureus FDA209P JC-1 


0.013 


0.05 


S. aureus Terajiia 


so.oos 


£0.006 


S. aureus MS353 


£0.006 


0.026 


S. pyogenes Cook 


£0.006 


£0.006 


B.subtilis ATCC 6633 


0.025 


0.025 


M.luteus ATCC 9341 


0.2 


0.2 


E.coii HIHJ JC-2 


0.013 


0.05 


E.cqII K-t 2 C600 


0.1 


0.2 


E. cloacae 963 


0.05 


0.2 


E.aerogenea ATCC 13048 


0.1 


0.39 


K. pneumoniae PCI-502 


0.013 


0.013 


S. typhlauriua 11P971 


0.025 


0.1 


s. typhi 901 


£0.006 


0.05 


S. paratyphi 1015 


0.05 


0.05 


S.scnottnuelleri 8006 


0.025 


0.2 


S,enteritidis G14 


0.39 


0.2 


S. uarcescena I AM 1134 


0.05 


0.39 


N.norganii IFC 3848 


0.39 


0.2 


P.uirabilis IFO 3849 


0.39 


0.78 


P. vulgaris OX- 19 


0.1 


0.1 


P. vulgaris HX-19 


0.1 


0.39 


P.rettgeri IFO 3850 


0.39 


6.25 



[0 0 7 5] ±K©l6*fr&, *%m<D% ( I ) <D{t& 
1fa&9tirztnMljZ%?Z£t. ftK Staphylococcus 
JS, Streptococcus^, KlebsiellalS&tf ProteusS© 

[0076] ii : w&mm£.n+*tiMnm 
i. kk#& 
( i ) wmrnm 

mi,*, 

MRSA 2 81* 

S. epidermidis 2 31* 

E. faecal is 1 61* 

E. coli 2 01* 40 



E. Cloacae 
K. pneumoniae 
S. marcescens 



1 41* 

2 31* 

271* 

(2) B^t^mm^mmmcm^m^mmm 
tj:»>K**frofc. m'mnm±m& (mio »k 
mi tmmcMtoKo 
2. *sn 

umit^mmmmmm2Tmrdt^ (2 8) zm 

7ro^'J >%V&.M-V&Z -ty* ^f-f A ( C A 
Z) fe^tf^/W^A^St^J-e^Sf 5^*^**3 
t^Co ££H«MI C5ottfcLT^8fc,TVf„ 

[00 7 7] 

[318] 
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mgf- 2 6 6 6 1 1 8§ 



S8 :Hip„ Ufi/ml) 





tt it ft 




em 


S. epldermidis 


E. faocalis 


(2 8) 


0.78 


0.39 


0.39 


Inipenea 


3.13 


0.2 


0.78 


CAZ 


100 


12.5 


25 




K H * 




E.coll' 


E. cloacae 


K. pneumoniae 


(2 8) 


0.05 


0.1 


0.025 


Ioiipenen 


o.7a 


0.2 


0.2 


CAZ 


3.13 


1.56 


0.2 




K % 


# 






S. narces 


ceng 




itGto (28) 


0.2 






Inipenen 


1.56 






CAZ 


0.39 







* E.coli C-J^rttMICi.a TSLfc. 



[0 0 7 8] 6 W6^*«HC, *%W<t& 

III: Srt Kd-W^— K- I KStraSSttK 

i. khots 

«l?ifg^3 5 ft g/m HcSISU CtlfC5 OmMcD 
B««*MOPS buffer (pH7. 0) ifflS* 

in*, 3 o tic 1 2 iH-i' y + a^- Mf;©^> mm* 



30 



*<O>t^y-;I/^)!l0Lfco 1 , OOOXgCDjg 

-L^Si (2 0#M) KttU t#5txfc±rfcoS#rgtt^ 
Staphylococcus aureus Teraj wa%: ffl^fc?^ XT v -fe 

«aj2Tl#/clb-a-ft (2 8) 3>hn-;l/tLT 

2 . Jpl5l 

[0 0 7 9] 
C*9] 









* n 








0 


30 


60 


120 


240 (#) 


(28) 


100 


100 


82. S 


€7.1 


40.0 


Inipenen 


100 


36 


10 


3 


0 



[0 0 8 0] a*OlS*«»6W6^4J:3te, *«Wt 
fctttt-C 5"C*A»Cjt«UDH P- I KJ«-*jBSlttS« 

[008 1] IV: in situ ;b-^i£t«fcS)l 

i. umm 

-&*S&UfcW i s t a r3S7S8feffitt5'i' KD+-}§ 



■T»tt3 0 c miotic**?**. +z:JS«±»fr& 
KIMtfcft (20mg/kg) *0. 2%£3*%k$ 

3 0, 6 0feJ:tfl 2 o»«aat, snMfcfr&tto. 

4 m 1 JfifaLT, C ©jfbJft+©tttMfc£»fc <fc tfSfttt 

so MVnv&zit-swiommzH picm (Bit 6 3 5 a 
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(17) 



m$2 6 6 6 118^ 
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*7i» ; Wa k o p a c k) IC & DiJ5£Lfco £ 
C (ifo+ffl£E&*STffi«) *#»fc. 5«yMi2Bffl 
jfi«*lfc{fc£*J (2 8) , (3 2) fcitf (3 3) 
[0 0 8 2] 2. 



34 



*C£~F!B«l OfcSV*-. &*5, ftUkitdfe (3 2) 
tf (3 3) fctt^LfctOWcfcoTtt, ^"f*l©i§£fc 

cn60JStt*#ft*«T**{fc«* (2 8) 

m^nfco ufttfoT, stcttft^-fe (2 8) oifcifa 

[008 3] 

mi oi 



fit 0 : ffiWBffiKtt 



Rill § (») UZ). (33) 



Cmax ( M g/al) 0.8 (.4 12. 3 

A U C ( *tg-hr/nl) (0-2hr) 1,0 8.4 15.7 



[0084] y.±ox&m^. #^©*ip£;wv^, ^aittv^x^^is^b^fttc 2 i 

7j<r£®£LTl 0 0mg/kgOW»{t^***tl€tl 
£4 L fc 0 HSHk£ft L T ttfftEftNM 2 , 5 *5«fc tf 
6T8JBSftfci"fcfc* (2 8), (3 2) fccfctf (3 
3) fcffl^fco 
[00 8 6] 2. 

*ft»Tff6nfc*il:^*©*WJfil'f «SRtf A U C * 
TIB* 1 1 fcjjVf. fc*S, K*Mb£* (3 2) fc<fctf 
(3 3) *a4tfcK»fc«oT«, ttEfaftfcNMK 

wKftftti-f, {k^«i (2 8) ©ftjwamsnfc. L/t 

Abt, SfcttifcS* (2 8) OMiSf-^^to 

[00 8 7] 
[Si l] 



^*Afk£ft©AUC (i&*BSfl«T®a) ffifcrStt 

BSA^ORiR**^^ t#fmi< tilt, 
[0 0 8 5] V :&PjS^lSi£ 

1. Wkn& 

T«na#-r*. 6«{k^«a4ao. 25, 0. 5, 

1 feitf 2 Btf^igiitSti:, ISMfr 0 . 4mlii 
*OAUC««»ft. tfiBBM*i:LT«ddY36 5aK» 



R ft « B (28) (32) (33) 



C tn a x ( <i g/il) 3.5 131.2 128.3 

AUC ((ig-hr/il) 6.0 147.8 160. 3 

(O-Zbr) 



[0 0 8 8] W±©££fr6, in v i v o©*SP& 
^C*50>Tt>, *5!W©«P*;I/A^^A^tl©ffi{b 

[0 0 8 9] VI 

Wi s t a r^©7MKiitt7-v h£-P3Ef£fflL 
T, aC*«fif9KE«O*»W<0*;W^*^- 3 -A 
/V#yK»W{*T**ft^* (28), (31), (3 
2) ftitf (33) 04Mt****Pa4bTiaiBIK: 



tofcs^^tfofco ^©sgm, #fgHj?©^-rn©{k£- 

ft t 5 0 0 m g / k g ©fi-£T*'f^Tgm& < 9-&L1t 

[0090] *awtei-3T«tt«n*a (i) o*;i> 
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(18) 



■2 6 6 6 1 1 8^ 



35 

[0 0 9 1] £ft, *%W<r)ii/W<*Ht£mt. ft 

©£ (I) T*«n**^^*i».fl:^«feJ:tf*oSI 

fc&o ft© t ttW5K«fc, *ttT<Dffiffl*<niffik4 0, 
DHPH«fflfc©ttfflfcJ:*iymfl©£«fc<, «*© 20 
#iJSSfcJ:S8l««88£©i&«, 1^^©fti6©irCM£iJ 

[0 0 9 2] *%fflCDit ( I ) ©#/W^*A{t£-*&l*5 

ffi, E8f©^lff3?KitXT/£v^Mcfcfc9^*5C£ 
tf-?ZZt>\ -ftfc, jffAfc*JLTtt l 0 JO 

0-^3, 0 OOragOKHrtOfflltfWiWPSO, 
JH&cn* l B l |H|$fcH:«lalfc:#tfTen«, 3M£P 

[0 0 9 3] LfrUT, ±3E©3i*J¥««JS*Jtt, B 



56 



*x, 7;l/#>», -tf9^>\ tfVtfx/UfcfnU F>H© 
fT'JygA^^A^ 7k&ffift&i}|lj3?©raiR 

icmLtcmmimmittzc nftw&sip 

«4fflfil«»0»«i:UTtt, IBM, >f^m 

ts©*WjfT&3„ 

[0 0 9 4] 

[0 0 9 5] ft*, WTOEKfcfc^T, ^BS^tt^tt 



Me 
E t 

i-Pr 

t — B u t 

Ac 

Ph 

B o c 

PNB 

PNZ 



i -7*nlf;l/ 

p— ^Fn^yi/yV 



[0096] mmmi 

[0 0 9 7] 
[ftl 8] 



H0-<^>.HCI + **~\] ~ * ""OK J 



<1) 



(2) 



(3) 



(4) 



[0 0 9 8] (a) 3-fcKn*>'7W^- 
(1) 1 0 9mg©x^/-;V5m 1 r§jK{C2-^f-;l/ 
3-?7VV> (2) 1 3 3mgRl>*^h'J 
tfA^F + S'F (0. Q^l/SS) *JJD^.T, 8^fKi!)P 50 
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ll 



(19) 



37 



: 3. 3 5 6 ( t, 2 
70-4. 00 (m, 
J = 8. 2 1Hz), 
1 HK 4. 9 7 1 



1 



666 1 18§ 



38 



1- (1, 3-f-7VUy-2—<;W 7-tff-^V 
(3) 1 9mg (IR*: 8 1. 5%) 

1 H-NMR (CDC h ) 6 
H, J = 7. 2 6H zK 3. 
H) , 4. 2 11 (t, 2H, 
4. 622-4. 705 (m, 
(s, 1H) 

[0 0 9 9] (b) JJEB6**&ftfcfc6* (3) 
tl^n 2 */VS«<Dr h7HKD77yi0ml rg^tc 

s 



10 



* /-;!/= 1 9:1) JcttLT> 3-7-fe^/l/*-*- 1 
- (1, 3-*TVV y-2-4M TH**JV (4) 
£ 1 0 7mg OR* : 6 5%) f#fc 0 
1 H — NM R (CDCh ) 6:2. 3 3 3 (s, 3 
HK 3. 3 5 2 (t, 2H, J = 7. 2 6H z) % 
3. 8 8 5 (dd, 2H, J =8. 2 4, 5. 2 8 H 
zK 4. 0 12 (t, 2H, J = 7. 26HzK 
4.2 5 0-4. 3 7 4 (m, 1 HK 4. 4 2 6 
(t, 2H, J = 8. 2 5H z) 

[0100] m&m2 

[0 10 1] 



(5) 



Cftl 9] 



(6) 



OH 



S — 1 



(7) 



(8) 




AcS 




(9) 



[0 10 2] (a) 4 (R) -tKn*S/^;l/-2- 
*;l/*:/h-l B 3-^77UV(5) 4. 88g&tf 
'>Vvyptf;l/x^l/7^>2 2. 8mlS:)tek^*y 
-;l/6 5m lfcigJBU ftUKasirFa^ft^^n 4. 
0 0 g *»Tf s 0 1 RMGHiiEtk isaESrWETes-r 
So s6n*aa*»»x^;i/fc»»L, c©»««b 

CJStBiSJK : ^un«A-7th» tcftL 
T, 4 (R) Kn*5/^f;l/- *- 
1, 3-f-77U> (6) *3. 1 4g OR*: 5 9 

%) tffeo 

1 H — NMR (CDCh ) 5:2. 5 3 (s, 3 



H) , 3. 3 0 (d d, 1 H, J =8. 6, 1 0. 6H 
z) , 3. 4 4 (d d. 1 H, J = 7. 6, 1 0. 6H 
zK 3. 6 7-3. 7 3 (m. 1 HK 3. 8 6- 
3. 9 2 (m, 1H), 4. 5 1-4. 6 8 (m, 1 
H) 

[0 10 3] (b) ±KKCTf#5nfc{fc£1* (6) 
3. 1 4 gS^Wyoe;l/Xf ;l/7^V6. 7ml 
^I*^pu^> 4 0m MdSAWSo C 
fc, 7K?^T> Jpn^f;WWx-f;l/2. 3 3g£ 
nSTLT, raatt-eiWB, Wc£ffl$?RLTl 5B# 

waff-rso fijtsw**, §sfaa#7j<, 



H, J = 7. 
J = 5. 0, 
1 HK 4. 
[0 10 4] 



: 2. 5 5 (s, 3 
J = 7. 3, 10. 9H 
3. 42 (dd, 1 H, 
3. 4 7 4 (dd, 1 
3. 7 8 (d d, 1 H, 
6 6-4. 7 0 (m, 



ttLT, 4 (R) -^b^^^^;l/^>^f*;l/-2- 

30 1. 3-^77'Jy (7) *1. 4 2g 

OR* : 3 6 %) nito 
1 H — NM R (CDCh ) S 
H), 3. 35 (dd, 1 H, 
zK 3. 3 8 (s, 3H) , 
J =8. 3, 10. 9H zK 
6, 9. 9Hz) 
9. 9H zK 4. 
6 7 (s, 2H) 

(c) ±eE*-c*&hfcfl:£* (7) 

40 0. 9 2 4 g> 3-tFa^>7W^'Sll 

( 1) 0. 5 4 0 g> K«***U^i*0. 4 9 0 gR 
XffiWtQ. 16 0g*x*/-;l/2 0mltiS»U C 

o«i«*2 4»iHiip»aai-r*o 5js«©i8Mt*MET 

TSSLTi6ti»^v'U^y^7A^n7h^ 
77^- (fgffirgjg: lO%^^y-;l/-^on» 
A) £ttLT, 1- (4 (R) 
50 3-f-77yv-2— T;W -3-bKo 
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(20) 



fWF2 6 6 6 1 1 8f 



39 



40 



*^7-B*5» (8) £0. 5 9 0 g OR*: 5 7%) 

■H-NMR (CDC la ) S : 3. 25-3. 32 

(m, 1 HK 3. 3 7 (s, 3HK 3. 4 0-3. 
4 6 (m, 1 HK 3. 4 7-3. 5 2 (m, 1 H) > 
3. 63 (dd, 1H, J=5. 3, 9. 9Hz) , 
3. 7 9-3. 8 9 (m, 2 HK 4. 16-4. 22 

(m, 2 H) > 4. 3 8-4. 4 5 (m, 1 HK 4. 
6 1-4. 68 (m, 3H) 

[0 105] (d) b'J7x-MX7^>l. 40g 10 

X^;!/71/^*;1/#*^U-H0. 8 0 0ml%iO*T 
HliB*-e3 05MBBliW« o TkftT, ±fS 

BB*P»6ftftfb** (8) 0. 5 8 8 gfttff-*f» 
0. 3 6 1 m 1 OJteKf" Fo77>l 5m 1 

QKOVJH <Q^CH20CO^ 
^ 0 CH3 



tef*LT, 3-7**71/*-*- 1 
- (4 (R) -yh^>^f;Vt^f;i/-i, 3- 

*7l/»J V-2-^;W 7€*^> (9) £0. 6 00 
g OR*: 8 2%) mtco 
1 H — NM R (CDCls ) <5 
HK 3. 2 9 (dd, 1 H, 
zK 3. 3 7 (s, 3H) , 
J =7. 6, 10. 9 H zK 
J = 7. 9, 9. 9H z) 
= 4. 6, 9. 9Hz), 



2.3 3 (s. 3 
J =6. 3. 10. 9H 
3. 43 (dd, 1 H, 
3. 5 0 (d d. 1 H, 
, 3. 67 (dd, 1 H, J 
3. 8 6-3. 9 1 (m, 2 



HK 4. 2 5-4. 
4. 5 1 (m, 3 H) 

[0106] mmn3 

[0 10 7] 
Hfc2 0] 



3 4 (m, 1 HK 4. 
, 4. 66 (s, 2H) 



3 9- 



(10) 



(11) 



<Q^CH20CCH^CW--P(0Ph)2 



(12) 



0 CH3 



CICHjOCO^CHth-PCOPti^ 

0 CH3 
(13) 



[0 10 8] (a)^*7;l/3-;l/(10) 6 4. 
8gte*»<t^hU^A0. 3 g£jta*T0°C£T^£P 

sfiai^tofc 1 ffiMtm ismi *ipAT*atfca, 

ttLT, ^Vv^ 3-tFo*^/x-h (l 
l) *ttttttfcl/C2 3. 3g (JR*7 9%)»fe 0 
M: 13 4°C/8mmHg 
1 H-NMR (CDCh ) S : 1. 2 2 (d, 3H, 
J =6. 3HzK 2. 41 — 2. 58 (m, 2HK 
2. 9 5 (b r s, 1 HK 4. 1 5-4. 2 4 (m, 
1 HK 5. 14 (s, 2H) , 7. 30-7. 36 40 
(m, 5H) 

[0 10 9] (b) ±12 (a) -rt»6tlfc^V^;l/ 3 
-tKP+^yx-h (1 1) 1. 0g, h'Jxf 
/1/75V1. 0mlStf4-v?^^7^ytrU^V6 
3mg*WW*Uyi 0m 1 fc»JSl/t0 
f£ 0 C(0»**c:, SfR^xSUfitlN ^7xx;vyy» 
{rn5^Kl. 7 9g*i«flJLT, SillcKLfe1ft3tt 

mmmzo Kfcmz 1 am** »aaw*. Rtfta 



V) fcttLT, 3-^7x/*->*X*U;l/ 
t^^/x-h (12) **Sftffl«*i:l/Cl. 8 
5g (IR*8 4%) fffco 

1 H-NMR (CDCh)i:i. 32(d. 3H, 

J = 6. 3HzK 2. 52 (dd, 1 H, J=6. 3 
Hz. 15. 8H zK 2. 7 2 (d d, 1 H, J = 
6. 3Hz, 15. 8Hz) , 4. 92 (d, 1H, J 
= 12. 9H zK 4. 9 8 (d, 1 H, J = 1 2. 9 
HzK 4. 9—5. 1 (m, 1 HK 7. 06-7. 

2 0 (m, 1 5H) 

[0 110] (c) ±B (b) Tll&ftfc^VSW 3 
-y7x/+5/*X*U;V*+^yx-h (12) 
1. 2 3 g*BBxf;l/8m 1 txjy-;l/8m 1 Ol 

#>6 lmg^t, **/rx«8irFaa»uT 1 w 

1BW*. g«»fr6^7y«>^*-*y*iSLft- 

8 ml CO»Wfc, K«**^hU^/*8 

4 7mg, *8mK BSSr h^T^KTV^-^A 9 
8mgS^DD^f-;l/-^PDX;Vr^5 7 Omg 

**n*T, iS^T2WWt§ 0 SCUT*, W$ 
»«t*«EETIII*LTfl6tl*«HI*i/y * 
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(21) 



41 

;l/*x*U;l/**s/y*/x-h (13) fcftfeWRtt 

i:LT 1 . 10g (IR* 9 9%) fffco 
1 H — NM R (CDC Is ) 6: 1. 46 (d, 3H, 
J = 6. 3Hz) , 2. 66 (dd, 1H, J =6. 3 
Hz, 15. 8Hz), 2. 85 (dd, 1 H f J - • 



*6. 3Hz, 
(m, 1H) 
zK 5. 6 
6-7. 3 7 
[0 111] 
[0 112] 
[ft 2 1] 



2 6 6 6 1 1 8^ 
42 

15. 8H z) , 5. 0 9-5. 1 8 
, 5. 58 (d. 1 H, J = 6. OH 
1 (d, 1 H. J = 6. OH zK 7. 1 
(m. 1 OH) 

mm A 



■Q. 

(14) 



HO-(CH 2 ) 5 --COOCH 2 OCH3 
(15) 



(PNBOJgPO- (CH2) 5 — COOCH20CH 3 
(17) 



(18) 



0 

II 



(PICO^-^gCOOCHgCI 
<18) 



[0 113] (a) £-^/7^fy (1 4) 1 
2. 0gW^/-;l/2 0mlM^ Jk»T*»{t* 20 
U^Al 1. 7 8 g<Q7W§j&2 0m 1 fcjtafcfeft. 40 
°CtT2M3 0M}f^c fi««fc l «5t«tt«in 
AT p H 9 £W6Lfc»»»x*-/l/ 2 0ml Tgfejf * 

s G *H*i*ETai6u cnteiajg«i*ftiATp 

H 1 fcHBLfcfc. »»xf-;VT6H»ffi-rSo wre 

T> 6-tKn+i/^ya*l 1. 5gt#/c 0 ±12 
Tf#5tife6-l:KD*^ / N*-9->'ffil g£?J<2 0ml 
fc»»U C0»fl^K^3R*hU*AO. 7 2g£ 

iLTft&ftSfifeHttfcT-fe hx HJ ;M 0 m 1 Tffi 
#Lfc», WE(afttT6-fcFn+^+^V»^h 
y#**l. 24gt#/cc ±ETS6nfe6-fc Fn* 
v^\^r-9-yK+FU^A2 7 6mg*^^f;V*;l/L7 

^ K2. 7miti8SU cojgiftk:* F*s/*?-;i/£ 

P7^Kl 6 lmg«JPX.T, ififlW3 0MI$ 

*§j»£@£LT, ^h^f;l/6-HFn^W 40 
/x-h (1 5) * 1 9 Omg (IK* 5 9%) f#fc Q 
1 H — NM R (CDC 13 ) 6 : 1. 3 6-1. 7 2 
(m, 6HK 2. 3 4 (t, 2H, J = 7. 2H 

3. 45 (s, 3H) , 4. 07 Ct, 2H, J 
7Hz) s 5. 1 6 (s, 2H) > 5. 1 9 
2HK 5. 2 2 (s, 2H) , 7. 5 3 (d, 
J =8. 7 H z) , 8. 2 3 (d. 4 H, J = 
8. 7Hz) 

[0 114] (b) h'J^np*X7-<V2 5 g€>i/*x 
f-;l/X-x;b 7 0ml «HS*fflWl[«TT- 10t$T 50 



z) , 
= 6. 
Cs, 
4H, 



fi«PU LWc^V^PWry 5 1 m 1 CD^Xf- 
;1/X— f;l/6 0ml iSffi* 3 O^WKrWTWFTSo f# 

*ateu #6naat«%*ET3RebT, ^5 7°c 

/4mmHg^>VvyoW^^np>tX7^ 
y£l 9. 8g OK* 5 3%) ftfco ±BT»6nfc^ 
^vynt!;l/7^/^nD,tX7^V2. 0 6g<DJg 
ffc^l^ OmlMc, SfiRflBTF, *MV?*\!> 
;l/7^>4. 1 9ml**nAT-3 0TST»aJU C 
tl^p-xhn-^y^l/T^n— ;l/3. 0 6g*j$*PL 

xnumzTzoftmrntZo c^jk^*o°cst 

HLT«6fc3 0»BBlWfLfc*, $J£T*lfi<rSo ft 
StlSaJgSfci/x^l/x— r;l/4 Om 1 **P*T, *r 

V y n if ; 1/ 7 ^ / - V - p - x h n ^ > ; 1/ * x 7 r << 

V (1 6) *MfeBft£LT4. 50gOK*10 0 

%) ftfeo 

1 H — NMR (CDC la ) <S : 1. 2 3 (d. 12 
H, J = 6. 6Hz), 3. 7 1 (q, 1 H, J =6. 
6Hz) , 3. 73 (q, 1 H. J = 6. 6Hz) , 
4. 7 5-4. 9 1 (m, 4H) , 7. 5 1 (d, 4 
H, J =8. 2HzK 8. 2 1 (d. 4 H, J -8. 
2H z) 

[0 115] (c) ±B (a) V*&ftfc;*h*5o«* 
;l/ (15) 10 Omg 

-;l/8 7. 4mg&tf±E (b) T»6tlfe^>fy^n 
e;l/7^/-v ? -p-xhn^y> ? ;l/^X7r^ h (l 
6) 2 7 4mg*An^T, iITl«H3 0»«fft 
So K/£«*-4 OlCSW&iPLfcSL ^^^nojig 
J&S&2 1 5mg*An*T3 0#H«fli , rS o J5iS$£ 
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(22) 



2 6 6 6 1 1 8*§ 



43 

6 - v 7 - p-x h □^>^t+^t>X7t , J 7l/ 
**^*t/X-b (I7)£3 0 6mg OR* 9 5 

%) »fto 

•H-NMR (CDC 1 3 ) <5 : l. 36-1. 7 2 
(m, 6H)x 2. 34 (t, 2H, J = 7. 2H 

z), 3. 45 (s, 3H), 4. 07 (t, 2H, J 

= 6. 8H zK 5. I 6 (s. 2 HK 5. I 9 
(s, 2 H ) N 5. 22 (s, 2 H ) > 7. 53 (d, 

4H, J =8. 7H zK 8. 2 3 (d, 4H, J = 

8. 7H z) 

[Oil 6] (d) ±B (c) T#&ftfe*b*50<* 
)]/ 6 -z/- p--h n^y^W+^>*X7* U 7l/* 
(1 7) 2 0 6mgOrh7tKa 
77y2ml ig«£4*g®HS 1 m 1 fcinfcT, gST 

i mm 3 o s 0 1 ms&miti- h u 9 
Tf»»-r*o wsnszWi* 1 ffiCffiHT p h 1 Kuan 

p - - hn^y^W+^*X7t U ;l/**>"v^ v 

HDX— (CHj^— COOH — 
C19) 



44 



*K£9 6m g OR* 5 1 96) »ft 0 ±CT»6tlft6- 
p-Xh D^y^W*^X7^ U 7l/**>"\* 

©}8«tcS«7K*^ h U ? A 5 1 . 3mg (Oitfim 4 . 
8mU »J<if h7n-7W>^i,6. 9 
mg> Rtf^on^^-;l/^nDX;l/^y^4 0. 4mg 

KftLT, aW^1-S^na^f-;l/ 6-^-p-xh 
D^>^7V^+^^X7^U7l/*^>^\*-9-yx--h 

(18) £6 9m g OR* 5 5%) »fc. 
1 H-NMR (CDC h ) <S : 1 . 3 7-1. 71 

(m, 6HK 2. 3 7 (t, 2 H, J = 7. 2H 
z) , 4. 0 7 (t, 2H, J =6. 6H zK 5. 1 
6 (s, 2 H) , 5. 1 9 (s, 2HK 5. 6 9 

(s, 2H) , 7. 5 4 (d, 4 H, J = 8. 5H 
20 zK 8. 2 3 (d, 4H. J =8. 5H z) 

[0 117] ^)ffflj5 

[0 118] 
* [ffc2 2] 

fwooc-cch^— cooaysi 

<20) 



[0 1 1 9] 7Hf5^V» (1 9) lOgW-fehxh 
U;l/2 0 0ml}S»*SJRa[iS(tT*»U CtlfchUx 

>m i . 4 g ^px.t 3 ^maff-r «o sis^^sie 

UT7K1 0 Om 1 **n*> l#!®ffi&TpH 2fc:MfiL 

»»x^;v 5 o m i t 2 m^m z> Q ^mm%m 

* $JET® £ L T» 6 ti * Bit * 5/ U * y 5 * o 

M tef*U ^ 7 - p -x h a^y^7if 7X~ h^: 
4. 5 1 g OR* 2 6 %) fcfco ±BT»6nft*y- 
p-x ha^>^7l/7^X-h 5 5 OmgOaft^f 1 

by i om lrS^tc, Kfizkuw-hu *2»4 2 8m g co 

7jciS«10ml, 5a»7k*-fh 5- n -7^-71/7 V^rx 
^Z>5 7mga(f*OD^f;l/*DD^;l/*VB3 3 6 
mg£fiD*T, aaTT2«FlB»U<«ff-rS. 



*§sa«i f 7j<sr;tsfp^7j<T«^^L, BBUvy* 
u-mt*=f-\sy) teWtT, gw^-rsp-xhn-< 

VS?;l/ ^PU^/l/7-tf^X-b (2 0) ^4 5 0m 
g (IR* 7 4%) »fc 0 

'H-NMR (CDC h ) 6 : 1. 2 0-1. 40 
(m, 1 OH) , 2. 3 7 (t, 2H, J =7. 3H 
z) , 2. 3 9 (t, 2H, J = 7. 2H z) , 5. 2 
0 (s. 2HK 5. 7 0 (s. 2H) ,7.51 
(d, 2H, J = 8. 7Hz) , 8. 2 3 (d. 2H. 
40 J = 8 . 7 H z ) 

[0120] mmme 

[0121] 
[ft 2 3] 
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HOOC 



H 

(21) 



(23) 



fflff2 6 6 6 1 1 8f 



PW0OC s 



I 

cooytcoo-t-But 
(22) 



46 



PtftoOC 



I 

CQOyWXHCH^-COOH 
(23) 



PMBOOC 



COCHgNHCO- (CH^) 3 -COOCH2 1 
(24) 



[0122] (a) L-^nyy (2 1) 5. Og, p 
-h;l/xyxwyi- l7j<a^9. 9 l gRtfp-x 
bn^yv7l/7/V3— ;V6. 6 5 gtC^V-tfy 10 0m 

d U y p - r. h n^y^;l/xXf;V- p - Wl/xyx/l/ 
tT 2 1 . 7 g%tc 0 B o c 

-^u^yi2. 1 7 garf*»- i-x^;i/-3- 
3 2 gZmtt^lsy 15 0ml icmML, c<omm 
±ETf»6ftft{k*«ll2 9. 3 6gOSMfc**U 

yioomi »^tcgjasr*Mbfttf 

n*;W>-**/-;W fcttLT, [N- (t-7b* 
i/#/b#x/l/) yus/;W L-:/n>jy p-xhu^ 
y^xxf;l/ (2 2) *asstfett**fc LT8. 00 

g mc 0 

1 H — NM R (CDC 13 ) 6 : 1. 4 5 (s, 9 



H) 



1 . 9 6-2. 



Hz) 
5. 30 
(b r, 
z) , 8. 



3 3 (m, 4 HK 3. 4 3- 
3. 70 (m t 2HK 3. 93 — 4. 0 1 (m, 2 
H) , 4. 59 (dd. 1 H, J = 4. 0Hz, 8. 6 
5. 2 3 (d. 1 H, J - 1 3. 5H z) N 
(d, 1 H, J = 1 3. 5 H zK 5. 3 7 
1 H) > 7 . 5 2 (d, 2H, J =8. 9H 
2 3 (d, 2 H, J =8. 9H z) 
[0 12 3] (b) ±E (a) •eWBtlftft;** (2 
2)4. 1 0 g(Dmt^^Uy 5m 1 iSffifcl, Tk^Th 
;l/7;l/*n»»2. 5m 1 **nAT miBfflWU «6 
fchU7;l/*ni»4ml*»*T 2 5 

p -x h n^y^;l/xxf^- h 'J "7;l/^n h 
bT 5. 8 2 gtffco ±Bt?»6*i 
5. 5 4 g^mt^Uy 5 Om MCJSISU 
cnn:i*^W;l/» l . 4 9 9 g *An*.T, Sfiltfx 



MMt*7i<^-r^a C0»«fcHJx*;b75Vl. 8 3 
ml*4PATRaTl*IBIJI»bfe*, S&fcHJx* 
;V7^>1. 8 3m 1 *Jn*THST2 otfRMWrr 
So E&ttfc l 0%^xyij7k»«6 0ml ROW»x 

^;l/2 0 0ml%j!iP^T^aU t#?>n^w«a^4% 

SW7k3 0 Om 1 TtttU'TSo f#6tlS7KiS«*pH4 

ciiL/cmx^atei, »6ft«*«»o» 
«*aETe£br, [n — (4-*;M**s/7*/>f 

20 M WsM -L-7uVy p-xFa^y^l/x 
Xr;V (2 3) *SMfeMtttofcLT3. 43gf#fc 0 
'H-NMR (CDC 13 ) 5: 1. 90-2. 20 
(m, 3 H) , 1 . 9 7 (quintet, 2 H, J = 
7. 3Hz), 2. 20 — 2. 34 (m. 1 H) > 2. 
4 1 (t, 2H, J = 7. 3HzK 2. 4 4 (t, 2 
H, J=7. 3Hz) , 3. 5 3-3. 7 5 (m, 2 
HK 4. 0 4 (d d, 1 H, J =4. 3Hz, 17. 
5H zK 4. 2 2 (d d, 1 H, J =4. 9H z, 1 

7. 5Hz) , 4. 58 (dd, 1 H, J = 4. OH 
30 z, 8. 9H z) , 5. 2 0 (d, 1 H, J = 1 3. 5 

Hz), 5. 3 2 (d, 1H, J = 1 3. 5H zK 
6. 8 5 (b r. 1 HK 7. 5 0 (d. 2 H, J = 

8. 6HzK 8. 22 (d, 2 H. J=8. 6Hz) 

[0124] (c) ±e (b) -efc&ftfeftda (2 
3) 3. 09 g<DMik*T\/y 7 om\ mmic, KKzk 

*^>U^A1. 8 5 g07j<rgr«7 OmK «-fh 
7-n-^l/7y^«)Ai2 4 9mg&tfC 1 CH 
2 S 03 C 1 1 . 5 7 g SrjtaKT, ^S£T 1 4 0# 

40 M*4%fiw*atffift6«^r«*»t»Lfca, «ek 
( 4 - ? d p ^ y >f w yy 

$/;]/] -L-^nUV p-xhn^y^l/xxfM 
»«ftilll«fttLT3. OOgtffco ±B?f»&ftfc{fc 
£»2. 8 6gRtf3$ffr*-HJ*Z>l. 83g*7-tr 
hxh'J;!/2 0mldD^T, 2^^3885^ So i§ 
«%e5feL^#6nfc«iS*ft»x^;l/7 0ml tcfgft? 
U CtlfcO. lSte^*8HW-hUirA*»iKfttfft 

50 So »»*KET9*LT, ffSnteHaSS^'J*^!/ 
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tcttLT, [N- (4-a-F^^;l/**^ 

--hu^^/l/XXf^ (2 4) *JlfeJi«^i:LT 
2. 3 5gf#fc 0 

1 H-NMR (CDC la ) 6 : 1. 9 2-2. 1 7 
(m, 5H) , 2. 1 7-2. 3 7 (m, 1 H) > 2. 
3 3 (t, 2H, J =7. 3H z) , 2. 4 2 (t, 2 
H, J = 7. 3H zK 3. 4 6-3. 7 4 (m, 2 
H) , 4. 0 2 (d d, 1 H, J =4. OH z, 1 7. 



<b^tt co- 



re- 



-o-ti 

<Z5) 



(24) m$2 6 6 6 1 1 8-^ 
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*8HzK 4. 12 (dd, 1 H. J = 4. 3Hz, 1 
7. 8H z) , 4. 5 9 (d d, 1 H. J =4. OH 
z, 8. 9H z) , 5. 2 4 (d, 1 H, J - 1 3. 5 
Hz), 5. 3 2 (d, 1 H, J = 1 3. 5HzK 
5. 91 (s, 2H), 6. 45 (br, 1 H) , 7. 
5 3 (d, 2H, J =8. 9Hz), 8. 24 (d, 2 
H, J =8. 9H z) 

[0 12 5] HffifflJl 

[0 12 6] 

[ft2 4] 
HQ 



H H £"3 




0 

II 

0P(0Ph)o 



COOPTffl 



(28) 



HO 



H H S"3 



CH, 




^CQOPNB 



(27) 



[0 12 7] ±MBSm\ (b) Ttf»&ftfcflA« 
(4) 8 6 2mgO^J<;*£/-;l/2 Om 1 fg»C, S 

Jf/-;l/»«7 7 0mg*JinASo EfiftfcTl 0#IB 
mnLTcik, 2S»4m 1 £Sn*^£i§SETS£ 

TH**Jy (2 5) offlsjs**#fto *fc, fifsnft jo 

ffcfc* (2 5) «M*7"feF-FU;l/Rtf*nn*;VA 
©iS£ig«ll 5ml.te»IBU p--hn^yv?;l/ (1 
R, 5R, 6S) - 2- (S/7x-^7tX7tU/W 
— 6 — [ (R) — 1 — fc: Fn*$/x*;M - l - 
*f-;l/-#;wv<:/- 2 -xA- 3 h 

(2 6) 2 4 3 0mg^M^o dO}g»tC, S*MSiE 
+*»TteT, ^vyue;l/xf;l/7^y2. 8ml 

i.^pvh^77^- (*nn*;l/A : 7*F>= 1 : 
2) JCttLT, p-'ho^V^l/ (1R. 5S. 6 
S) -2- [1- (1, 3-f*7V r UV-2— <M 7* 



f-S^V- 3 ^*-6- [ (R) -1-tFo 

*S/xf-;l/] - 1 -**-;l/-*;WV*y-2-x£-3 
(27)£l339mg at&fel 

(4) frBOlR* : 6 5%) f#fc 0 
1 H — NM R (CDCls) 6: 1. 235 (d, 3 
H, J = 7. 26HzK 1. 3 4 9 (d, 3H, J = 

6. 2 7H z) , 3. 16 0 (quintet, 1 H, 
J =7. 2 6H z) , 3. 2 6 5 (d d, 1 H, J = 
2. 3, 6. 2 6H z) , 3. 3 6 7 (t, 2H, J = 

7. 2 6Hz), 3. 898-4. 038 (m, 4 
HK 4. 0 7 1-4. 1 4 7 (m, 1H) , 4. 2 1 
2-4. 2 7 8 (m, 2 H) , 4. 3 7 2 (2 H, J = 
7. 9 2 H z) , 5. 2 5 5Rtf 5. 517 (d (A 
B) , 2H, J = 1 3. 8 5Hz), 7. 6 6 5 (d, 
2H, J = 8. 5 8H z) , 8. 2 2 6 (d, 2H. J 
= 8. 5 8 H z) 

[0128] mmm2 

[0 12 9] 
[ft 2 5] 



<b£tt (2 7)- 



CB 



COOH 

(28) 



[0130] ±e*flmi -pff&nfetbft* (27)1 

3 3 9mgOfb7tKP77>'2 0mliSIlC> 0. 
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3 8M'J >$ffiffii& ( p H 6 . 0 ) 6 0ml RtfiiSS* 
1 1. 2g£ao*T2B#H&U<JSi$-rS. 
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(25) ftft2 6 6 6 1 1 8f 

^-T ht?aaLT^»»*l»SU WKfcfflftxf-Jl/T? *=6. 93Hz), l. 2 0 7 (d, 3H, J = 6. 2 

m^Ltcik, pH£5. SteSBTtSo f#5>nfc*g*K£ 7 Hz), 3. 0 5-3. 20 (m, 1 H) , 3. 35 

JSEETWfiSU COMffi&*D i a i o n HP- 4 0 7 (d d, 1 H, J = 2. 3, 5. 9 4 H z), 3. 5 

R (HSfMlIK^il) (a^A7i^^PVb^ 58 (t, 2H, J = 7. 26HzK 3. 920 

77^- (5%>fyyntr;l/7;l/n-;b7j<) tCttLT, (t, 2H, J = 7. 26Hz), 4. 00-4. 20 

(1 R, 5 S, 6 S) - 2- [1 - (1, 3- (m, 5H) , 4. 2 0-4. 3 0 Cm, 1 HK 4. 

^77U>-2->T;l/) 7«^>-3->f;I/] 6 0-4. 7 0 (m, 1 H) 

6- [ (R) - 1 - fc Kn+i/x^;l/] - 1 I R (KB r) : 1 7 4 0, 1640, 1590cm* 1 

ij;W^y-2-xA-3-*Myf (2 8) #6 3 [0 13 1] ^lffiflj3 

Omg OR* : 6 4%) t#fc 0 70 [0 13 2] 

1 H-NMR (D2 0) S : 1. 0 9 3 (d. 3H, J * [ft 2 6] 

<t*4*3 (9) — * HS\;N^ I + ft** (2 6) 



«<M I 



(29) 

1 H H ^3 s _ 



.OCH3 




0n/ och 3 



(30) 



[0 13 3] ±GIBB0U2 (d) Tf»6nfe<fc^* 
(9) 6 0 0mgO&7j<x£/-;l/l Om l&mc, S 
*»a+*»TfcT, 2 8%^hU^A* h^>F-;* 
#y-;MS*4 0 0mg*ip*, c<a}§ffi*lRli&gfc:T 
5»RHtff1-«o RJ£9RfcSHftO. 3 5 5ml fcj&n*;fc 

h'J;l/5ml(c»U ^SftfcBfi-rSo 
jfcfc, p --hn^;l/ (1R, 5R, 6S)-2- 
(^7x^7tX7i'J;l/^» -6- [ (R) - 
1-tKn^xf/W - l -*?7l/-*;WV*:/-2 
-xA-3-^M»l/-h (2 6) 1. 2 3 0 g£> 

M^^Vyyn^xf;l/7ry2. 2ml«TL 

t> pa*fcri. m?mntz>o Ej£«©is»*« 

£METS£ LT»'6n*«Ht*^ 'J * ^* 5 A * d 

tettLT, p-xhP^y^/V (ir, 5S, 6S) 

-2- [1- (4 (R) -^h+->^f-;l/*+->^^;l/ 

-1. 3-*7*/UV-2->OW 7-t?^v f >-3»^^ 

HO 



fc£#! (3 0) 



*-*-6- [ (R) -l-tFa^>xf;W -1 
-^/l/-*;!//*^:/- 2 -xA- 3 
h (3 0) £0. 7 8 8 g ({fc^ft (1 2) frBOlR 
* : 6 4 %) t#/c 0 

1 H-NMR(CDC1 3 ) 24 (d, 3 H, 

J = 7. 3Hz), 1. 36 (d, 3H, J = 6. 3H 
z) , 3. 16 (dq, 1H, J=7. 3, 9. 2H 
zK 3. 2 5-3. 3 4 (m, 2H) , 3. 3 7 

SO (m, 2HK 3. 4 3-3. 4 7 (m, 1 H) , 3. 
5 1 (dd, 1H, J=7. 9, 9. 9Hz) , 3. 6 
7 (d d, 1 H, J - 5. 0, 9. 9 H z) , 2. 9 4 
-4. 0 0 (m, 2H)> 4. 0 7-4. 17 (m, 1 
H) , 4. 2 3 (d d, 1 H, J =2. 6, 9. 2H 
zK 4. 2 0-4. 3 0 (m, 1 H) , 4. 30- 
4. 5 1 (m, 3HK 4. 6 6 (s. 2HK 5. 2 
5 (d, 1 H, J = 1 3. 9H zK 5. 5 1 (d, 1 
H, J = 1 3. 9Hz), 7. 6 6 (d, 2 H, J = 
8. 6Hz) , 8. 23 (d, 2H, J=8. 6Hz) 

40 [0 1 3 4] US 
[0 13 5] 
Ut2 7] 




N/ 0CH 3 



(31) 



[0 1 36] ±K**W3"P»6ttfcfl:£» (3 0 ) 7 50 5 6mg*f h7tKu77Vl OmlRtfO. 35M 
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(26) 



WW 2 6 6 6 1 I 8^ 
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U>««««(pH6. 0) 3 0mlOl^ 

£o il»$£:D ia'ion HP-40R (HSft«I 
Jttta^tMSD te«fe**nvh^57-r- GStttiSift : 
1 0%^V7 p a/V-;V-7jc) tcttLT> *3«WO (1 
R. 5S. 6S) -2- [1- ( (4R) h*f* 

3-^77'jy-2-r/l/) 7 
■tf^yv-3-^;W ^*-6- [ (R) -1-tFD 
*$/x*-;W - 1 - ^f 2 -xA - 3 

(3 1) £4 1 5m g (IR* : 7 1 %) f# 

/Co 

1 H-NMR 
7. 3H z) 
z) , 3. 

3. 33 

6-3. 4 7 (m, 1 H) 
3HK 4. 0 9-4. 3 1 

4. 5 6 (m, 1 H) „ 4. 
H) 

IR(KBr) : 1 7 3 5, 1 6 4 0, 1 5 8 0 cm" 1 
[0 1 3 7] M 
[0 13 8] 
[<fc2 8] 

fbttb (2 8)- 



(Dz 0) S : 1. 1 0 (d, 3H, J = 
1. 2 1 (d, 3H, J =6. 6H 
0 6-3. 18 (m, 1 HK 3. 2 2- 
(m, 1H) , 3. 33 (s, 3H) , 3. 3 
3. 6 1- 3. 7 5 (m. 
(m. 6HK 4. 3 3- 
6 0-4. 6 8 (m, 3 




COOO^OCO-t-But 



(32) 
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[o i 39] *awM2"e»6nftfb** (2 8) 430* 



*mg (1. 1 2mmo 1) atfK87jciRf-h»J^A9 

4. lmg (1. 1 2mmo 1) *7jcl 5m MCiSS? 

**7l/*/I/£75F5mlfc»WU coS«tc> 
T^^»3^fk^^;l/2 8 5mg (1. 18mmo 
1) **p*. ISTlWfft^o KJS*fcR»x* 

;i/^*px.> flans*** »a«sa*i?«*ac»-r*o * 

/o -r- GStMSJK: 1 0%^*/-;l/-*np*;i/A) fc 
ftfLT, *»BBO^n>f;I/**^f-;b (1R. 5 

5, 6 S) - 2- [(1- (1, 3-f-77yy-2- 
>f;W 7-Bf-^v- 3 ->f ;W f-*-6- [ (R) -l 
-tHn+^x^V] -l-/f;l/-MMy-2- 
xA-3-*;l/#*^U-h (3 2) 4 1 5mg (IR 

74. 6 %) £t#fc 0 
1 H-NMR (CDC Is ) 6 : 1. 2 2 9 (s, 9 
HK 1. 2 2 9 (d, 3H, J=7. 3Hz) , 1. 
3 3 9 (d, 3H, 6. 3Hz) ,3. 165 (dd, 
20 1 H. J=7. 3Hz, 9. 2HzK 3. 2 2 7 (d 
d, 1 H, J =2. 6 H z. 6. 9Hz)> 3. 3 6 9 

(t, 2H t 7. 3Hz) , 3. 9 5 2 (dd, 2H, 
5. 6Hz, 8. 6HzK 3. 9 8 8-4. 043 

(m, 2HK 4. 0 8 5-4. 1 6 2 (m, 1 H) , 
4. 183-4. 2 7 4 (m. 2 HK 4. 3 4 6- 

4. 4 2 6 (m, 2HK 5. 8 4 2 (d, 1 H, J = 

5. 6H z) , 5. 9 7 2 (d, 1 H, J = 5. 6H 
z) 

[0 1 4 0] M 
30 [0141] 
Hfc2 9] 



it£V* (2 8) 



CH. 



0 C00CH0CO0--^_J> 
(33) CH3 



[0 14 2] **fl2T*6ttfcfcfc* (2 8) 5 0 0 
mg ( 1 . 3 0 mm 0 1 ) Rtfflfflt**"** h U ^ A 1 0 40 
9. 4mg (1. 3 0mmo 1) ^7j<l 5m 1 icffiffi 

^f;l/^A7^K5mHCg»U CCQ®$fc:> 
Tl-a^ftx^l/S/^u^S/zl/A-aR^-h [J. 
Antibiotics. volXL, No. 1, 8 

i^-i?ictm<DjjmcwmmLtc] 379. 5m g 

(1. 3 0mmol)«T, SBT2B»mWFr 



W7A^nvb^77>r- (»ffl»«t: io%;*#y 

n^v^/V**^) *;l/*x;I/**->] x^;b (1 
R, 5S, 6S)-2-[(l-(l, 3-^77U> 
-2— T;W 7*&-i?>-3-' fM ^*-6- 
[ (R) - 1 -t: Kn*->x^;l/] - l 
;^y-2-xA-3-*;V#^U-h (3 3) 3 0 
9mg (IR* : 4 3%) fctSfc, 
1 H-NMR (CDC Is ) 8 : 1. 2 1 9 (d, 3 
H, J =7. 3H zK 1 • 3 2 3 (d, 3H, J = 
6. 3 H zK 1 . 3 7-1. 5 0 (m, 2 HK 1 . 
5 6 3 (d, 1. 5H, J = 5. 3HzK 1. 6 11 
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(d, 1. 5H, J=5. 3Hz), 1. 67-1. 8 
2 (m, 4 HK 1 . 9 0-2. 0 5 (m, 4 HK 

3. 2 0 (m, 1 HK 3. 2 1 6 (d d, 1 H, J = 
2. 7Hz, 6. 9Hz), 3. 3 6 7 (t, 2H, J 
= 7. 6Hz), 3. 92-4. 04 (m, 4 HK 

4. 0 8-4. 2 5 (m, 3 H) , 4. 34-4. 43 
(m, 2 HK 4. 5 9-4. 7 1 (m, 1 H) > 6. 

880 (q, 0. 5 H, J = 5. 3 H zK 6. 890 
(q, 0. 5H, J = 5. 3H z) 

[0143] mm 7 

[0 14 4] 
[ft3 0] 




[0 14 5] R 4 kLTfSOHSaMErWrs+SMWk* 

urca&s (i r. 5 s, 6S)-2-[i-(i. 3- 

6- [ (R) - 1 -hFD^>xf;W - 1 -t^;1/- 

2 ~xA- 3 - h 
W2"rt»fc{fc£ft (2 8) *ttSf*{fc£* (18) 

HBJS0J4] , ft^ft (20) HSJ1W5] fecfctfft^ 
ft (2 4) [S!3S#J6] fc*S*6«*, o^T^StCct 

[0146] $mms 



[0 14 7] 

Mb 3 13 




(34) 



[0 14 8] mmm 1 «J:tmtN2 fcH«0#ttfc* 

±KS?*snsfl:£ft (34) 

1 H — NM R (Dz 0) <5 : 1. 16 (d. 3H, J = 
6. 9Hz), 1. 2 7 (d, 3H. J =6. 3H 
zK 2. 9 5 (s, 3HK 3. 1 1 (s, 3 H) , 
3. 1 9 (m. 1 HK 3. 4 1 (d d. 1 H. J = 
2. 5Hz, 6. 1Hz) , 3. 57 (dd, 1H, J 
= 5. 9Hz, 1 1. 5Hz) , 3. 89 (dd, 1 
H, J=8. 6Hz, 1 1. 5HzK 4. 1 1-4. 
BBM0I3 (*7*;b9J) 
ft£« (3 3) 




«p»2 6 6 6 1 1 8^ 
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*37 (m, 5H) , 4. 6 2-4. 8 0 (m, 2 H) , 
5. 3 7 (dd, 1 H, J = 5. 9H z, 8. 6H z) 
[0 14 9] *«WO*;W^*i{fc*«5*fflt^ 

[0150] ggijga i cawaij) 

(l) m&lttf 



70 



<fc£ft (2 8) 


2 5 Omg 




5 0 Omg 




5 Omg 




1 0 Omg 


#uv;i^-h8 0 


1 0 Omg 




5 0 Omg 




mm 


*g£l9 10 0ml 



±ibjs#*s£u loomi (ommmmtt 

[0 15 1] (2) ;S!3£«r3tt£ 
fbdHi (2 8) 2 0 gt^@7j<^Ji»n^T, $911 0 
20 Omlilt«. l^-f7/Ht'»C±IB*»«2. 5ml 

(ft£fc5oomg*a#r*) Mtgfftft-r 

CO 1 5 2] (3) 

1 /VTT/WfCft&tl (2 8) 2 5 0mg^*OSf 



[oi5 3] mmm2 cam) 

ffc£*(3 3) 2 5 g 

30 ¥L*§ 1 3 0 g 

ISJHr;]/a-x 20 g 

fc5t5CUIfi» 20 g 
3%t. Fa+->yne;l/-tr;l/n-X7j<j§fg 1 0 Oml 

Xx7'JV»vy*5/>>A 2g 



fk^fe (3 3) , ^t;l/D-xMi:H5c 
LSf»^ 6 0^-y>'a^5^X s iS3itl^-(c®-&Lfc 
©■6»^«KV^n, 3%H Ko+v^atf^-tr^D-X 

v"}2>%*g£U fTS£$T*tt&8wu M2 0 0mg©& 
[0 15 4] 



25. Og 
12 5. 0 g 
48. 5g 
1. 5g 

so ftmftLtz<D*>, cftfco. 2 g-fo-tf^f-y^THr/U 




55 



[0155] mm 4 mm) 

{tG»(3 2) 2 5 g 

¥LI§ 1 3 0 g 

|gfi-fe;l/n-x 2 0g 

£5k3iiU®$ 20g 
3%t Kn3->yat£;Mz;l/n-X7j<J§i8 l o Oml 

XrT'JVSvn^A 2g 



ffc£» (3 2) fcSJSk *S&-fe;I/n-*fttfi:3fc;5c 
O^l^filc^n, 3%b Ka^->-/ntf;Hr;l/a-x 
TffflfiBifittU SO'CTSSflEiftLfc. 16* 
S/*i»*ffl£U frtttt*?if38MU M2 0 0ng©& 
[0 15 6] 

Sags (hn-^jpj) 

(3 3) 2 0 Omg 

&m 7 7 Omg 

tHn^^^nHJH^Vn-x 5mg 
7sr7 U ^vn^A 2 Omg 

#g 5mg 

1® lOOOmg 

[0 15 7] 

ft^ttOS) 5 0 Omg 

X^7'J>K-7y^-j/»A 1 Omg 

l*^-feJV 5 1 Omg 



ftff 2 6 6 6 1 1 8 *i 
[0 15 8] 

MMH7 <P?-f ^n*7» 

fc£*»(16) 2 0 Omg 

6*1 7 9 3mg 

t HD^v'^ , nHJH:;Vn-x 2mg 

SS 5mg 

£ffig lOOOmg 

[0 15 9] 

(1) ft*tt(3 3) 2 0 Omg 
Sjj 8 0 Omg 

£SS lOOOmg 

(2) *fr&<»(3 3) 2 5 Omg 
jjLjg 7 5 Omg 

£Mm 100 Omg 

[0 16 0] 

mm 9 (&m) 

it-a® (3 3) 5 0 Omg 

•MT-y^V— /W H-1 2 7 0 Omg 

jg££Zd h ' /-'VHfc» 

14*#J 120 Omg 
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